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Y fifeE Lz,
(4) HREERIELER
1) BHMMRIERE | B/MEIMEHER (B12302/PSWAfore HER) 7 GEAF—%)

HEY : AU 2 (8Ga) 2¥ hF K PET/CT A3+ 12k PSMA A3 e
S 47e ARSI BEIRIE T4 4 0 REUEMEIEGAIRIGE O (F % 2 Rbrk
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- EATEMCRPC (i MAEPSAMEST, #GSHARIRZE OHELT, UL BREDOHEITD 5 H1oLL EIZik
LI BLEA) AT HEE

CAI V== T SRR T A VEEOCT, MRI, UXE A ¥ ¥ v TIEBMEHRA 10 LT 5 8%

s B TR, IFRER OB SRE S T A B

ek 77 1k

=]

AREBRIT, A7V —= 7 (T abmalf) . Zo 22 kFE148 (+30) M1 . &5
., 7 axF—n"—H KROEMBHREY Ck I,
27 ) == 7
HV UL (68Ga) ZE hF F111~185MBq (3~5 mCi) * & HEIFARN &L L TPET/CTA ¥ ¥ v %
FEfE L, FREFERHIEIC L Y PSMARE % 2141 L 7=,
*ARF| OGRS T AER OB GlH . BRAIEH Y 7 a (8Ga) =¥ b K& LT111~259MBq % #RM
#5 L, $#550~1005% \CHBETFHIHTBIRG (PET) Ik W igs G T 5, | Ths,
VAN e E
PSMABMERHER S, D oT_RTCOBKERHRB SNTEBEE, LT FUVLAEERF FT FIF
& (TTLu) BEXIZARSI~NOZEEREICL : 1O TTI U F b Lz, 1EREYSERMIT, T4 A
{LRITICARSIZ®IR L7z, 72 & 2ME Tk, ARSIIAHRIE [CRPC T, /LT @z MRS IR
(HSPC) <Tffifl] . BPI-SFOERI3 GEMiFE24RFHI LAIN D fe b iV A) (2 H-S IEIR [MERE(EE
SUFEREEREGEME (R a7 h30~3) | fEMEME (A7 a4l k) 1 22BN+ & L,
BehH
AT TFUAEERT KT TR H 2 (TLu) BiE, 7 X AMMEfk14H (+3H) DIAICE S %
Bt L7-, 7.4 GBq (200 mCi) (+10%) %6 (x18) M CTHRAK6Y A 7 VEIRNES LTz,
- ARSIZ TR  IRBRHY ER O RIS E KA OWRM SCEIE > TRAOZES L, &5 IEL%E
\ZREM T 5 F THkRE L 7=,
cWTHOREE . GBS EMOBIWHIC L W BSCOGFANAIRETH -7z, BSCE LT, 7 Fa 4
VEErREYE (ADT) R & Loy, oiRBRIE, AW, ik, MiaE S bk
B, Mo FHERLS (70702238 %) 02 HYS, PARPILER, UT¥HBEIIATE L
7o F12. AT FULEERF RF R I3 X Y (TLu) BETIE. ARSIOPERIIARRTE L=,
cNATFULAEERF KT FTXEX 2 (TLu) FIARSIORKEEH (VT F U AEERF KT
Xty (TLu) BETEEY A Z7V% T, ROWTNOTHLEBZMbARVEERIE) | X
IXBICR¥IE CTHi{GIIC XL 21T & 3l SN2 K S B THUNIC, EOTRRE % Fhi L 7=,
o AA—N—H :
- ARSIZA B #EClZ, BICR¥IE CHGZETC K-S #IT LS, oz oo s o 2t — —
HEHEZ T LB, EITORER28H NI LT F U AL ERF R F I & (1TLw)
FE~Z 0 AF—N—RAETH -7,
IO AF—N—LIZREIT, LT TFULAEERT FT FIx L (TLu) #EL R UG FEIC
o TR ZFE L, &EFEGXIT7 0 A4 — " —1%ICBICRYE CTHILZKIC L 21T & HE S
FUTZIRE 50 6 7 H LINICEOT 23k & 4 L 7=,
EWBpEEY
c T A MMEENTETRTOBREL, EOTER (7 o A4 —"—LZAFIIEOT23kK) D30H#%
ICRAMEBYEEE Z FEM L. F0%. ESLEYEEEICBIT LT,
- RHLBERHA L. OSEMMATICNEE2OSA XV MENER SN D F Tkl L7z,

BRI

OAFEE T o2 emt

@HFV 7L (88Ga) =¥ FF RPET/CTA X v 12 X Y PSMARHE &I E SN HBEITLTF 7 LEER
FRFETXEHY (TLu) 285 L2 EOFME [(FY UL (8Ga) IE N F ROBEKIRIFE~D
w2 . BICRHIEIZ X DPCWG3HELEIHE > T RS W 565 < S A TR (fPFS)  (EERF
flitEH) 72 &

fEAT 77 15

OHYV UL (8Ga) FE R F FEET TOREN

ATV U L (8Ga) FE M F PG shieaBFE L L (FY UL (8Ga) A8 FF R
ERESNTEZNT o FMbENRh - ToBEEET] .

s HY T L (8Ga) TN FREENOREI4BHEE T, 2% 1T b zigBREDOHER 5
(C1ID1) ATETIZRIALAFEREN Y UL (8Ga) F ¥ MF FRETTHREALLAFFREL
THF LIz, BV UL (8Ga) 28 MF FEOBEDH Y LHESNTEAFEFRIIONTE, IR
Db TTXTHY UL (8Ga) 2¥ FF FERETORERRL Lz,
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fEAT 7 1k

@HFV L (68Ga) =¥ hF RKPET/CTAX v 12 L 0 PSMAME & HE SN BFICLVTTF U LAEY
RFRTRTHELZ (Tu) 2HRGLIEEEOFEINE [T UL (8Ga) 2E M F NORKIEER
D]

- FEFHEEE TH ArPFSIE, FAS (7 # MEINT-T X TOBRE) MG ERE L, K1560F
DrYPFSA N M WRFAE LRI T 25 E & LT,

- rPFSIZREI U CREMLLES 3~ 2 72 O O EEMNTIZ, T > & 2LIRFO JEBIK T % F 72 Blllog-rank R &
ATV, BEKEE F0.0258 L7z, F£7=. Kaplan-Meier{%% H\ TrPFSOH Al & % D 95%CI
EHEE L, EBIKT 2 AWz E@sl Cox bl NY — RET AL D N — RIbEZD95%CIEZ R L
7=

Bk

(rPFS : 2022
HEI10H28T
— & Ty M
7)

*B8BBIMM A Y U —= T X, BATRINHT Y 7 L (8Ga) =¥ N F RPET/CTAF v > &%) 7c, 547
Blo 5B, B EREIC S XK & HE SN BE (PSMABME) 2350561, Rk &HE S -8
# (PSMARM) 232401, KH18HITH -7z, PSMABGENSFHERR I 4L, 23D OO A2 TR
SN T o F MM ENTZ, VTFULAEERF KT FTFv X (TLu) BEOWWIX. 7
2 ENTIRBREZHE G SN OORBERGO FIENEY Thoro7- 2 & bFASH LRI &
. FASIT468%1TH -7,
- yPFS (¢rPFSEEMEMNT : 20224E10H 20T — 4 I v M4 7)

HY A (88Ga) ¥ FF FPET/CTA X ¥ 12 & W PSMABE SR S BE T3 5 FEHA
HEHH THAPFSOPREIZ, VTFTFULAEERF RFT FTIFv&2 (TLu) #£9.30» H (95%CI :
6.77, #EEARHEE) . ARSIZF#E5.5547 A (95%CI : 4.04, 5.95) THY ., VTFUALAEERF KT
FZX XYy (TLu) HCTHRBICERE Lz [~ — FE0.41 (95%CI : 0.29, 0.56) . Ffillp<
0.0001 ; fE@#lllog-rankfR &, A E/AKH0.025 (FAD ] .

ILTF T LAEERF R
7 I ¥k& 2 L) B
233%

60 (25.8)

53 (22.7)

7 (3.0)

ARSI =5 ¥

RES

A X2 EBGIE (%)
MRS HE -3 < g
T

234
106 (45.3)
99 (42.3)
7 (3.0)

15810 fi1% (%)

173 (74.2)

128 (54.7)

rPFS F9¢E (A) [95%CI]

9.30 (6.77, NE)

5.55 (4.04, 5.95)

J& %Il log-rank %7€ p f&

Al p<0.0001

MY — R [95%CI]

0.41 [0.29, 0.56]

¥NVTFULEERT RT FT7F% X (WLu) BEOFASIZ23461CTH L0, Z D ) H1HIIZrPFSEEf#IT O T
— ANy NATRHRICT U F DMEENTZ =D, TR SR1223301 & 7o Tz,

Free=uia

(% 3mE M
R : 2024
F2A27THT
— % 71w B
A7)

- HERER

HY 7L (8Ga) ¥ MF KL TOEEREGORIEIS1L65/5476H (11.9%) Thotz, FERHE
GUIB MK OEEIE (%51.1%) Tholz,

HY UL (8Ga) 2B NF FEDBEELHY LTI h-A55% (BIER) ORBEEAIX/5476]
(1.6%) Thote, NFIZONEEE2HE] (0.4%) . BIMERBECE, B, B, 7I7—88in, m
H7 LTI =W, AR ELERRL K SBEER N, U o SEREOE . VAR, BRYR. REER. IR, K
OB TS5 161 (0.2%) Tholz,

« Grade3ll L L HIE SN T-HEES

FIEE A Grade3lh | & HE SN A EFROREEISI1X8/5476H] (1.5%) T, 2BILL EIZRBL7-F
Ll nodz, £z, HIU UL (68Ga) 2 ¥ M F FEOBEEDH Y LW SN7=Grade3Lh LOHESE
GORBILRD > T,

- BERAEES
FENGEESORBESILS/H4TH] (1.5%) ThoT-, WIFIL, LARE., TRl EIPE. . 5
B e zE . FREEE, RESOE, WERE, EHEIRMARE, R OEmES145 (0.2%)
Tholz, WINHH U UL (8Ga) ¥ FF FEDRETZ L &YW iz,

N E ST HEERES

HY 7L (68Ga) € MF RS T TOREMEFMHMT (BhH14B%ET) 12, FEEXIFETIC

BoLAEFEERIIWE S NRPoT,
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7 AEER—T (EEER  HBEA20.5%) [HAUHL BGa) IF FF FREMBINSER]
(%5 3 1 T WL (8Ga) TP F FNREVMTIEER (n=547)
fEHT : 2024 HAGE (PT) 4Grade Grade3LL I
FoH2THT n (%) n (%)
— 2By k TRTCOAFEFR 65 (11.9) 8 (1.5)
+7) FHEE =20.5%

A 6 (1.1) 0

W EBIE 6 (1.1) 0

BAR 5 (0.9) 0

i 4 (0.7 1 (0.2)

BAEHE 4 (0.7 0

XA 3 (0.5) 0

) IE 3 (0.5) 1 (0.2)

EN] 3 (0.5 0

MedDRA version 26.1

2) REMHR REERR L

(5) BE - RAERIHER REERR L

(6) AEEEA

1) ERABGERE (—# | RUERRL
ERAMERE. BE
ERAMERE. &
RAELLRRE) . &
ERFRT—F~N—
AFE. RiERTR
FRRABRORNE

2) ARBEHELELTERE | ZAERRL
FEDARXITEM
LI=FRZE - HERD#
®

(1) 0tk U ERR L

14




VI. BEMEEICEHY SRR
VI-1. REZHICEAEHDL | L
EAMRHEAYE
V-2 AR

(1) EAERLL - ER#RFE | AFIOFDNGTHLIE T Rid, PSMA O UG RO THDI I NVH I
g-RFE-V O UoEEERFL— FEITH D NNDbis [2-hydroxy-5-(carboxy-
ethyl)benzyllethylenediamine- N, Ntdiacetic acid (HBED-CC) Mfi& L7z
BEARTT R ThDH, RANL, 68Ge/6sGa ¥ = L —FNHIEH LT
7L (68Ga) AR CIERRT 5 2 &IC kD, RTEEERE 68Ga & ¥ L — AR
L., HU DA (8Ga) B NF &5,

AU L (68Ga) =¥ FF R, PSMA % &35 2 RS IRKE & & 0 PSMA %
BUAIIICHES A L, =2 R¥ A b= A2 X 0 IRV AT THEL L,
68Ga 7 b SV D KUK (T ~#) DEEEFRAEEEIC L b T
Blbans,

AU () $RO

&@*
HUD L (68Ga) o

JEerFR o

RINLBRAEENRA

QFRAICE G SN Y 7o (8Ga) ¥ bF Nid, PSMAZ BRI 5 B IRE 2 & L PSMAR BLMARIC
AT D,

O F¥A b= R LY MBPICEY A ENNELT 5,

OMMIEN O HEERTE (68Ga) 2B S DB (T <) DPEEZFREEEIC LV FHEESUTE R
ha,

15



(2) EWERM1THHER
R &

1) /in vitrostE&

(DPSMA (239 B #EA|MME Y

PSMA B LNCaP iz H\\ 7= U v FEAT v A W NT N-7 & FL4k-
o -FEAWEYEY T F #—+F (NAALADase) JEPEZFRIE & L-ERLET v &
AI2LY, I8 FF RO PSMA IZHT DG BRI EZRET Lz, ZORE, #
GERMEX, VU RBEAT v THEEER Ki) E CEREM )
12.0+2.8nM (n=4) . NAALADase [H5E7 vt A T ICso fili (Il AR HE
W7) 7.5=2.2nM (n=4) Tho7,

[ 7 k]

LNCaP#ifin (1X 1058, 7 =/v) ZmatGa (gAY v A1) ¥ FF R (ikiE
FE0~5000 nM) fFEFTHY A (Ga) =€ FF F (0.2 nM) & =i C1HERH
A Fa—rarl, HilEEk, EEelREs T~ 2—CTHIEL
2o TO%, FMERIRET L EH O CREZHEE Lz, BMEMRET v AT
13, BB & L TAcAsp-Glu (RHKEEE40 pM) 2V, 7 v & A HRBER T TK
FFE0.056~1000 nMD A Y 7 2 (matGa) I ¥ M F FERA L, 0%, izt
L (rh) PSMA® (0.4 pg/mL) ZHEMLCT37TCTIRfA > Fa—Ta L
7o 95CTHAMOMBZ L W RS2 E L &SERE, ~f 7 FL—hY —4&—
(AL £330 nm. HOLIKFE450 nm) IC THOGIREEZHIE L, FERJERRGE T L
Z AW TICsfE & B H L7,

QMR Y AH R UVREL Y

PSMA [ttt hRISZARFEHIRRE TH 5 PC-3 PIP Ml Z 7= fI PN E Y GA 2
FOWNEALDORFHIBN T, HY 7L (8Ga) =€ ~F NESII% 2 BRI ST 4 FF
M CHRINE DR 55%~T0%AHIENIZE Y A, F 10%~15%723NFE(L LT,
—7J7. PSMA &1t PC-3 flu il Tix, HVU 74 (68Ga) =€ bF FOMIMIANELY
IAFT 0.5% A TH -T2,

PSMA [&1% PC-3 PIP #ifa K U PSMA f2f% PC-3 flu #ERRIC 115
PSMA 1R FRSE ) 7 > FDELY iAA & RTEIE

PSMA &% PC-3 PIP #ARa PSMA &£ PC-3 flu #RE
(%) (%)
100 £z #4sc-PSMA-617 100 £z “4sc-PSMA-617
EX'7Lu-PSMA-617 EX'77Lu-PSMA-617
% 68Ga-PSMA-617 r % 68Ga-PSMA-617
754 5 *°Ga-PSMA-11 o 75| = ®Ga-PSMA-11
e ) % hivd
7 pR { 3
F; 501 § ? ?‘Cz 504
3t §¢ ]
2 NI z
| 251 §¢ o5
& § g EI@ § & 1 <05%
Y AH AL Y AH MNEE B YiAH
2 B5FE 4 BE 4 B8
EHEIZERE
[FRER T IE]

PC-3 PIP#HE S IZPC-3 flufifid (5X 105, w7 =)L) %37 CT—HubssE L=,
FEHEEFRPSMAY > K (25 uL. 7.5 pmol) Z ¥ L T37°C T2 4M5[E A
Fa—hLiz, A0 Fat—a TR, BEHEY o RORED AZE (
faZkm EOPSMARE &Sy & NTELESY) ZWE LT, 7L— MNEFER, &V b
\ZNaOH (1M, 1mL) %Mz CTHAZEMR L%, MRBERREE T o ~h o
VE—THIE L, BEEY Y ROWNELREZRIE Lz, MiaBEKE Rt o+ A
A LT-%. Micro BCA % > /37 EAssay ¥ v b EHWTERIKRD & o)y & H|
E L. I IAZEE300 ng/mL¥ v )7 EH 1= 0 OETHIHE eI 4 5 EEG T
~L7e,
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2) in vivoiRER

DOREIHIRIZETH2HRAI T RUVER Y

PSMA [t PC-3 PIP i1 X iZ PSMA [tk PC-3 flu iz SRR L1-~ 7
ANV 7 A (88Ga) 2E R F REFIRNE S L PET/CT A% ¥ > 2{T-o7- &
Z A, PSMA 5tk PC-3 PIP JEEICEAE /2 Y 7 A (68Ga) =€ b T ROEFE
DO BITZA, PC-3 flu S CIIERMITBER I N2 T,

Fo. ERNSMRBROFMER, HU 7L (8Ga) 2P FF FILERIRNEE 5% E
Be~DPAZE 7RI iAZ 3 PET/CT 12 X 0 fes8 Sav, BHs & OBEELISNC Z Dfth
R~ OERITBER SN2 D > T,

[FRBR 5 1]
HERAR R X — K~ 7 A (Balb/c nude) OAJEIZPC-3 PIPAHI (6X 106(#) . /&
JBIZPC-3flufiid (5X 108M#) Z R THME L7, B L2lEZRICHT Y ¥ 4
(68Ga) =¥ FF K (85 MBq. 1 nmol) Z#RANEEE L., & 52 BFRI% IS/ NEMW
AR F + v ZFPET/ICT A% ¥ F—% MW TPET/CT A%+ (150 keV~650
keV) % i L7z,

) EFFARBRERE -k | UG L
R
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VI-1. meEEO#HFRE

() ARLAMGILGR
i

(2) BRIREAERTHERE SN
f=ifnHiRE

(3) i

4) BE - HAROEE

V-2 EMEERNSS
A—%

(1) fE73E

(2) TRARIERETE K

() HEREEEH

4) 2IV7S53VR

VI. EMEHEICEE T 51EH

LB L

BARANEGBEESER MR REEE(CS ITHERAKRS

[ENE IR (A11201 5€6%) 1 "

HAAND PSMA Bt mCRPC B 3 Bl U v A (68Ga) I8 FF K 111~
259MBq (3~7mCi) # H[EIFFIRNE G- L7 & & Ok B ae iR E O #EB K&
OB BENRE T A —H LU TF DO LB TH o7z, MK HEEERE L, 45 0 F
TOREME ., Dk 4 Fifl £ TORRIREO FAMEDEINRBD bivlz,

7YoL (%Ga) I bF FEERSEOLKTHBETEEREDHT (mCRPC £&)

9 -
8 J
g
=
< 6 4
5
4 4 4
H-
3 1
=t 2 |
1 4
SEHE HIZERE
0 i T T L} 1 (n=3)
0 1 2 3 4 5
25 {E0FH (h)
FEYBNRE/NT A —4
n Cmax (%IA/L) AUClast G - %IA/L) T1/2 (h)
3 6.45 8.93 3.93
(18.5) (29.6) (38.1)

BT (EMCV%)
MR L

LR L

Juavsie— kA RE
RMER R L
RMER R L

HAR AN DPSMAGEMCRPCHEFE 3 HllcH Y 7 A (68Ga) Z¥ FF K 111~
259MBq (3~7TmCi) ZH[EFRNEE L=t &D 7 VT 7 A (CL) D%
RE (%MTCV%) 13 5.52 L/h (52.9%) Th-o7=" .,
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)

(6)

(M

(2)

(2)

)

4)

Z D

B&EH (REaL—
Tav) R

fRHT &
NS A—BEHER

AR

kil

1fn 7% — A B P9 @ @ 1

I i% — G B2 R P& 8
%

Fit~DBTiE

HRER~NDBITIE

HAAND PSMA 51 mCRPC £3& 3 HlicH U oA (68Ga) - FF K 111~
259MBq (3~7mCi) % H[EEARNE G L1z & & O R O Ah O &
PIE (%) CV%) 1% 31.8L (17.9%) Toh-o7=",

MMER e L

AR L
AR L

AV UL (8Ga) ¥ MF L, SHEFIRNER ST 287 TH 5,
( TVI-1. (2) ERAGAER CHEE S iR DOHESM)

MR L

<HH>

HAAN®D PSMA Bt mCRPC BF 3 Bl U 7 A (68Ga) I8 FF K 111~
259MBq (3~7mCi) Z H[EIFAIRNE G L7z & & OO WIS EE (E%)
i =B AR ) 1%, 0.0079+0.0023mGy/MBq Th-7= ", ( [VI-5. (5) %
DM ORFE~DEATIE) DOEER)

KPR L

SRR L

MR L

<HE>

HAAND PSMA 51 mCRPC £ 3 #licH U v A (68Ga) ZF FF K 111~
259MBq (3~7mCi) Z H[EFFIRNIES- L7 & & OFREGE Bl O W R B4
CEBIE A= %R Z2) X, 0.017+0.0023mGy/MBq Toh -7z, ( [VI-5. (5)
T DOMOFERE~DBATIE] DHESH)
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(5) ZDfbDBRE~DHE
Tt

1) MIR~DIBITHE (/in vitrodT—%) ¥
¥ hF K (5 pg/mL) Ot MR MERERIT0.71 THo7=Z b, b
MRIMERIZIFBAT L2V EE X BT,

2) T~ DFEITHE

YR L

<HE>

HAAND PSMA 51 mCRPC £ 3 HlicH U v A (68Ga) - FF K 111~
259MBq (3~7mCi) % H[EIFFARN G- L7 & X O K figigs O W IRR B HE E i
WL R, IR, TR OB AR TR T2 Y

(6) MIFELMEER

VI-6. L

(1) HKHERAL R UHREE
iz

(2) RFICEET HESR
(CYPE) D&y FiaE,
FH%E

figias FHE (mGy/MBq) PRz
B 0.046 0.0074
JaaE 0.10 0.12
% 0.0079 0.0023
B 0.013 0.0023
i i 0.024 0.0038
s 0.054 0.010
il 0.014 0.0024
ARER 0.0078 0.0022
flaZERE 0.032 0.023
LIEE 0.045 0.0089
Bl 0.23 0.14
iz 0.13 0.11
JFlik 0.17 0.19
fi 0.013 0.0030
N 0.019 0.0038
HISZIR 0.025 0.0097
=X 0.013 0.0042
IREEH 0.017 0.0023
W 0.12 0.068
/G 0.059 0.016
e 0.065 0.022
H 0.035 0.011
FEH 0.013 0.0075
Jaiz 0.011 0.00036
NS 0.013 0.0073
by 0.015 0.0013
EhikE (mSv/MBq) 0.030 0.0070

in vitro®TF—4 "
¥ FF RFob MUEEAKESRIZ. 1 KO 5 ng/mL TERER 33.2% KT
33.0% Th -7

invitro®dT—%49

b MEIE N B b AN OV gD S9 Wiy & VN2 in vitro (R EVERER O
MR, SN TFREOAT Y UL (68Ga) I8 MF Ride bsEd, gL O
BB W TRt 2=z s neEz bz,

nvitro®r—%47"

tE N FI /e =22 AT b7 ev—24 P450 (CYP) FHERBRICE
WC, In vitro RBROFER, ¥ T Fik CYP1A2, CYP2B6, & U CYP3A4
R AFHEEREZ RS o7, 72, CYP1A2, CYP2B6. CYP2CS.
CYP2C9. CYP2C19. CYP2D6. } U CYP3A4/5 (Zxt L T Al A K OVRFRE]
IRTFHILEER 2R S 2o T2,
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(3) MELEBENRDHE
RUZ0EIE

4) REYOEEDHE
RUEMLE, HFEL

=

VI-7.  HEit

VI-8. +S2VARKR—HE—I(C
B9 % 1E%R

VI-9. BRHFIZKDBRER

VI-10. B#ENEEEXHT S
B2E

VI-11. ZDith

EARSANA

LR L

1) HEMERAL R UHERR ¥
AV DL (8Ga) FE MF RITEICEMA T L CHRtE L2,

2) HEERUH#EE NEADT—42) Y
HYU 7L (68Ga) =¥ bF R 112.5 MBq % R SZIE A ICHER G- L2 &
BG4 2 Kl E CORMSRE L L CoORPRAREPREIRITE G BED 14% Th o7,

nvitro®r—=47"

D KT v AR—x— N

A X B AN _E R sk T A (MDCK I #M) Z AW —atofss, 2%
FF RiZ P-gp %O BCRP ORE TidAWZ EAVRENTZ, b MRIEEHAH
W 293 (HEK-293 fifin) ZHAWi—fitosif, =¥ FF Kl MATEL,
MATE-2K. OAT1. OAT3. KU OCT2 DOFEE TIEAWZ &R Eniz,

@ kT AR—F —[lE

HEK-293 #ila» LA Lo KEEF/NMaz W T, 8 N F RBRZEREND K
T UAR—H =K Dk A L ET D AR AT LR, 28 M R
L7 EEIFRIZ 3BT BCRP, BSEP, KU P-gp (2%F L CHEFEH A RS 72
Mo7-, MDCKII #if, & %\ ix HEK-293 #ifldz W= atofi 5, 28 &
F RIFWRYIARNT AR —H—TH 5 MATE1. MATE-2K. OAT1,
OAT3. OATP1B1., OATP1B3., OCT1, KO OCT2 IZ#} L CHHEMEM 2R S
o,

REERR L

REERR L

LR L
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(1)

(2)

)

4)

(%)

(6)

(N

(@)

VI-7.

M

(2)

I. 2% (EARALOIESF) CEAYTHIEH

T

HERABEZDER

I3

BERAREZDER

3

HMEER R ICEHE
THIEEEDER

RZERUVRAECEE
THIEEEDER

EEQERRTR L
ZDHEA

BRENEREHI S
BEICEHYHER

BHHE - BEEZFD
HHBE

HEEREERY OF

bR

RELIR

INRF

= E

HEER

HAZSEZTDEH

HATEEZTDEH

HEESN TV

)

CER (ROBJIZIFRELLZWIE)
AFN D B35 U BUE OREERE D & % B
(fZ:5)

AFN DRI 5E UBUE DBEERE D 8 5 BB ICAA 2 &b L2356, EER I
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KR FAWTIERR % . BISLAREE RS T PSMA BN E 24 2% PET R 2

KEIZHE T EHE

Wrak & LT oKEL BRIN, E, #2730 s HU ETHAR S TY
Do
B AIIZEBT DRRENIBR, MELCHEIILTOLEY THY | FHE
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4. PEERIFHER
PSMA 1R A DRI ILARFE B E ~ DB IS H E DFHEY

6. AZRUVHAE

WE. RAZIZH Y 7 a (8Ga) ¥ FF R & LT 111~259MBq % §#RPY
5L, 85 50~100 %&ICHE T RHEETRY (PET) EICX 0 gz
BltAT 5,

WS DRBAFICHOWTIL, FEOBKFTORM CELHERTH L,

RKR (2025 £ 9 ARHE)

E4 KIE
BRoE At Novartis Pharmaceuticals Corporation
HRoe4 LOCAMETZ® (kit for the preparation of gallium Ga 68 gozetotide injection), for intravenous use
HIF - Hiks Kit for the preparation of gallium Ga 68 gozetotide injection supplied in a multiple-dose vial contain-
ing 25 mcg of gozetotide as a white lyophilized powder.
KA 202243 1
ZhReXIIEE | LOCAMETZIX. #V 7 A (68Ga) THEEM L7-%. LUT ORISLAREE B MEBFE IS 5 AL iR R0y it
J& (PSMA) [BMRZEOGE 7R LWEIRE (PET) W07 O EZEE TH 5
- PIERRIEPIREOXIR Th D #5823 b 5 B
- MIEA R RGUR (PSA) ED ERICESEBREN DN D EE
- TRPRIEDO WA CEHITTEH STV D PSMA IEHIFE DR IG & 72 D AR MR N bl B DFIN
AR OHE | HEBE SN 2 M REREIZ111MBq (3mCi) ~259MBq (7TmCi) T. FIRICEHARNE G2 2 Lo
(¥

(202547 H &GT)

BRIN S & 1+ B &N (2025 £ 9 AIR%E)

=4 M [EU (RA Y - 75 2%) L Z2OM3% [EDF30% [H]
foeett Novartis Europharm Limited (Ireland)
WR5E4 Locametz 25 micrograms kit for radiopharmaceutical preparation

AT - Btk

Kit for radiopharmaceutical preparation
One vial of white lyophilised powder (powder for solution for injection).

TR 20224E12 A
e U3 R | Locametzix, H'U 7 .A (8Ga) ZAVWAERE&IC, LR OERRRIUCIBW T, BRI IS B OGS
figtHiE R (PET) 1L 2R IRFFRAOBEHUR (PSMA) BERAZ ORI Z IS &5
C —RARIRIRIERT O U A 7 RS R B O — R 55
© RARIRTERR R I ISR IRAERGUT (PSA) A E& U7 B30T 2 AL O BR S
- EITIEOPSMA BitEis i EEHEHIMERI IR (mCRPC) %A L. PSMA fERFRIEOMIL & 72 5 8
FHORTE
AEROAE | #EAEIIAELIkgH 7=V 1.8~2.2MBq T, &/NAEIF111MBq. & AXHAEZ259MBqTH 5,
(k)

(202544 H 43T)
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XIO-2. @BNIZEIT5E 1) ERA~ADXREIZEAT 51EHR

XEER AFIZBITDARAD (9B EOHFEHTHEFICHETLIEE] BV,
9.4 ASlfExHIT D] 95 fh) 9.6 I OWHITHE I N TV
VY, CKERA SCESE LR B,

Rapiil LA
KEOWAE | 8.1 Pregnancy
(2025%7H) Risk Summary

LOCAMETZ is not indicated for use in females. There are no
available data with gallium Ga 68 gozetotide use in pregnant
women to evaluate for a drug-associated risk of major birth de-
fects, miscarriage, or adverse maternal or fetal outcomes. All
radiopharmaceuticals, including LOCAMETZ, have the poten-
tial to cause fetal harm depending on the fetal stage of develop-
ment and the magnitude of radiation dose. Animal reproduc-
tion studies have not been conducted with gallium Ga 68 go-
zetotide.

8.2 Lactation

Risk Summary

LOCAMETYZ is not indicated for use in females. There are no
data on the presence of gallium Ga 68 gozetotide in human
milk, the effect on the breastfed infant, or the effect on milk
production.

tHdit LA

BRINDIRATSCFE | 4.6 Fertility, pregnancy and lactation
(202544 H) Pregnancy

Locametz is not indicated for use in females. There are no data
on the use of gallium (¢3Ga) gozetotide in females. Reproductive
toxicity studies in animals have not been conducted with gal-
lium (68Ga) gozetotide. However, all radiopharmaceuticals, in-
cluding gallium (8Ga) gozetotide, have the potential to cause
foetal harm.

Breast-feeding
Locametz is not indicated for use in females. There are no data

on the effects of gallium (63Ga) gozetotide on the breast-fed new-
born/infant or on milk production. Lactation studies have not
been conducted in animals with gallium (68Ga) gozetotide.

Fertility
There are no data on the effect of gallium (68Ga) gozetotide on
human fertility.

30



2) NREADEREICEY 5BNMEHR
AIIZBT 2AHO 197 NREE] OEOERIZLLTO L LY THY . KER
MEFELITRR D,

9.7 /hR

AN Z RS & U BRI M L T 7R,

HH FLHIN A
KEOUATCE | 8.4 Pediatric Use
(2025F-7H) The safety and effectiveness of gallium Ga 68 gozetotide in pe-

diatric patients have not been established.

i R
BRINDIRATCFE | Children and adolescents
(20254F4H) This medicine should not be given to children or adolescents
aged under 18 years because no data are available in this age
group.

31



Xm-1.

(1)

(2)

Xm-2.

RF| - REZRICEE
L CERERHIBTZ1T S
[ZH=>TDSEE
E

0
Bk - BBAERURE
ERE5EF1—TOD
i@

Z DO EEH

X {E&

BRI

BRI

1) RWP EM®D ) R &mIMEFEIE L TR SN TS EHM
OEFRIEFE T EM

(H V) oL (88Ga) € hF K il - HEOTF X
URL : https://www.pro.novartis.com/jp-ja/products/plulocagagen/lokametz_d
ocument

@BFMIT B
DR L

2) TOMOBEEEN

(7Y L (68Ga) 28 bF R FEHFEROFAE - L HEOFH| & |

URL : https!//www.pro.novartis.com/jp-ja/products/plulocagagen/lokametz_d
ocument

32


https://www.pro.novartis.com/jp-ja/products/plulocagagen/lokametz_document
https://www.pro.novartis.com/jp-ja/products/plulocagagen/lokametz_document

RIgE| 1) EFTIED PSHA BPE nCRPC BEEHR & LERE TR (A11201 HE) (SH(HEE

RAORERERERE -8

pE-3lEx 2K N=35
N ) &7 L — RDOEF 7 L— R8Pl k
JL— R
n (%) n (%)
B 2 (5.7) 0
MEH LV VNRREE 2 (5.7) 0
M 1 ER B iE 1 (2.9) 0
/NI AE 1 (2.9 0

T80y hAT 20234121

33




R4k | 2) HEFTIED PSMA (5145 mCRPC BE Z xR & L= EMEER (B12302/PSMAfore 3XER) 128

T 5EIERDEENERKE—FE

KRG 2k N=547
R . &7 1L— RFO&AF 7 L— R8Pk
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72T —EHm 1 (0.2) 0
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BB L URBES 1 (0.2) 0
i pR 1 (0.2) 0
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